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(57)Abstract: 

PROBLEM TO BE SOLVED: To provide a 
pharmaceutical composition comprising, as an effective 
ingredient, a novel aliphatic, nitrogen-containing, five- 
membered cyclic compound having an excellent DPPIV 
inhibiting action. 

SOLUTION: The pharmaceutical composition /— v / /K 

comprises:, as an effective ingredient, an aliphatic, x < ' \ / 

nitrogen-containing, five-membered cyclic compound 
represented by general formula [I'] (wherein A is -CH2- 
or -S-; R1 is a hydrogen atom, a lower alkyl group, a 
hydroxy lower alkyl group or a lower alkoxy lower alkyl 
group; X is -N(R3)-, -O- or -CO-; R3 is a hydrogen atom 
or a lower alkyl group; and R2 is (1) an optionally 
substituted cyclic group or (2) an optionally substituted 
amino group); or a pharmacologically acceptable salt thereof. 
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7 y h s . f 7 v /y iH. ct'jyin, c^^zjh, c a * y z ;u * 

. cjyjit. CJ^ziH, eyy/zJU. 

A-t h'D7ffe:*l. ^OK'J:*t, ^^/fiuH. f 

yjU*. ^/tt'JliU, »J:9Clli5i!)-»Xttti»BlbL7ll?a3t«)fJ * 

*»r«>ft. ?^cftHu*ftiviTR, 

rcoy-zz/H, c««yy*l, e^7 5 /:^l, us'J:*!. ? t ;u * y z n 
y j # ir ij ft i . 

[ 0 0 3 3 ] 

4-f*s**yz*», 2-cj§-/:iS, 2 - 4 y 4 > k y z a 

* . 1-*>Kyz**»J:&f2. 8-VtFD-l H-CQD t8. 4 - fc 3 C 'J -V 7 

- 2 - -r ^ * • j #*if * ti * . 

[ 0 0 3 4 3 

r 2 -?£ ? ft 3 ru*?n7ii7ej:iua£*(*Ji. -atu<ttzja«*ft3K*** 

fetttSL -S(tU<l3:HES^«*JaS) J tt , #I*<5e<5?ft->7tJ;ll», H - X 
«g« 3 1 ~8I<?fi*St*U7ll7tJ;U. 

sa is a & c ft it 3 »cR*r*i«utr, jutttci*. flia.i#Tie rASi»s 

j » ij MRtti j «»**** «j ft. ^0?^-, rA' si«Sj **y»*ui). 

[ 0 0 3 5 1 

*56*i©*»flr*?»)?tta»[I] CailT, R 2 & 7 ft 3 ri*rtlTUTtJ:U 
7 s= / *J tt . ?fi*<9t9?J)o7 6J;H». H-Xftg«3 1~2{l<<>ii*8t*it 

tt. If ICR5&?ft£l)ff . SftttCf*. WJtttTlE rBSISSJ AH ? ft 2 Efc* 

j>*ir «i ii . *t <<> ? v r b ' ifiiij # * y »* u u . 

[ 0 0 3 6 ] 

r 2 & 7 ft 2 rg«it4iTi)-7ej;ii7$ySj H7tt, I»?ftfe7s/i (e; 
n<» ! /i»7§y*) »»n<. ji'/JHtftcit. 

rfiai7^*^ft (^nt. in*. ^y?ncjis. rnssv) . ^s-^d 
7 ;u * h * , «7JirD + 5'iii*f7*t**. cn-yziS, f 7 y y ;u * ft * u 
f7y7yy^*»H*?»#«ja«t*i3H-xi*ms?i~2ffl©i**fi*ra 

r ( i ) fit7 ;u * ;u s ( * f ^ s . if jh, r/?DOi/S. /finsy) . « a 
-7 ? □ 7 ^ * * * a» * e* fttt 7 ^ □ + 5/ f 7 ^ * ;u * a « r tl ? H - X tt * « 
Zf»*7-yiS}*7ft*L73;/* ; * * i* 

( t t ) c'J5-/:in, f 7 y y ^ * « * v f 7 -y 7 y y ^ * » % IK 7 ft 1 1 **? 

€/t&7ft£7S;/*J * J: «; » * U < . 

rte»7^*;u* (*n*. xn*. r/?DC*i. 7f^*«y) . M-y^n 
7^*^*a»j:e*fia7^D + 5/t*fi»7;i»t^*#«4aiRrft?H-2tt*«?t* 

[ 0 0 3 7 ] 

ASItli : 

APg»ln7tt. t 9tf f If •) ft ? : 

A 0 er > J» * ( C I , F. B ;y7/li:hDl;*tyt:tFat : ;*;* 
;H3? + 5> * : * ♦ 5> 5/" & * ; 7$/* : *JIAEU* : 7^;U*:JH : 7 
+ A,* : M7JIO + V* ;487A*/U*: 

te®7 + ^TKz JL* ; fi«7 ;i/ □ + ylM«7^ 3? / * ^* : 
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fiS7 )l □ * V % )IX Z ;H»te»7 A, 3 t : 

16 «R 7 JH= )l 7, H * Z h S : 

7 A, + J, 7 $ 7 D h, 7K Z ^ * =t= V S : 
75/1, UAEUI. A □ 5r > 1 * . IFDtfi. » * t V * . * 7 * □ * 

vs. < « ^ ■ * 7 § / * » s * « * ft * * ? ■ * * ft & *a 7 * * ;u * 

n <tt-vi»7$/£ijy<fc&ff / t u < a t & a ;u a t 'f yi, s 
s»t u < B»i»fiay ? D7^**at. 

i*U < ttWUftfiftV 9D7*t*-C0-. 

■ &£ b < I* ft 9D7A + *-*»7A + *t. 
I«H <U^i»7i:iS- 

ittU <BOi«7i:*-0-, 
I»H <tt^i«7i:l-C0-, 

Efceu <Bffi*7i:*-M7*t*t. 

■ »t u <»^i«7i:i-o-fia7i^iH, 
1KU <B»I»7i:^HS!:** 1 
mu <tt#i»7i:;ifta7ADt5't. 

I*H<8#llltly9D7JHr:*l (->7D7xZ-iU*¥) . 

inn <«iM«*a*5~e*tt*a*-o-. 
iku <ttwi«»asc5~BHtt*a»-co-. 

■ «eu<tt^i«*a3«5~eii**a*-co-€a7^*^*«j:c# 

ifllU <B:#i*UI36~BI*ia*-fi«7***t 

(I«i«l-7 5D7^tll,Sfli*, ll$7i:iHS!*, i«6ffi : ;7 07JHr:lS» 

iimeHciRfcttusu*. Any>i* (c I . f , b r¥) . 

V7/I. : hDi, * + y » . a*j:&»tttECRi**©i*aittVtfati , '*ft3. 
tannic 5 ~ 6 affi*JSSfl5«- x u 71* , as^/i^JS^etii/s^-^ ^swft 

?i~2ffl<p*ffl**tst'»aa5~6«a*a***ir^ft. a # c « . cmiv 
;u s . c^7-/:;n, uj'Jijh, e y -v * £ . e 7 v z * it . 

, ^yvjiH, e f 7 y y . 7 7 v 7 y y ;i, & ay * y x z k ft # 

# * ir s ft 2 . 

- $j$&*JSftfiufl- v 0 7it . «*«3-&&ftt*Ji* » k si* ft ? 1 ~ 

8 <P « « « * t 3 * 5 ~ 6 * « 2 Mft U 7 tt 3 - « 3 * « ft IMr »i ft . A # ft 

ctt-f y ok y OKyz^ftsvtf^irmiz. ) . 

[ 0 0 3 8 ] 

A' RB*S (* V*>it»*U l)AB!*S> = 

^'j^HiiAHiHinT, jj(T0to>tt2-ir>;tiz = 

A □ 5* > /I * (C I $) : V7/I: I h DS : * x / ft : UAEUt ;ft»7*t 
;U ft ; ft » 7 □ + 5> ft : ia7JH; <f ^ ft : fift7^D*-7^ /l/IClAt : 
fe»7 JUl * ! /I*M7* =t= J, at. 



(14) 



JP 2004 2367 A 2004. 1. 8 



c/tu<«yi»7§/i c a a -v 9 □ 7 + & a * z ■ a 7 $ / a « v ) . f y 

* - c o - . 

I«tK»»Il»7i:*-M7*Ul ( 7 x Z ;H5& 7 ;U * h & . A □ 7 x Z Jl 

fta7^=t= , 

iatu<ttftta*aiC5~8a«*»*-o- (cnviiU + vi, adcj$ 
i*tu<tt?n*sasc5~6sa*a*-co - fi:* 

(±EC* U 7*19^ 5 ~ 6 M&taaSPfl- * U T . S*^}* Bl * I * £ V 5* ft 1 * 

# >4 jg I* ft 3 l~2ffi<?)SJl/i^tS^II55^5~6g«3lia»^*ir i itl. £ «) IC tt 

[ 0 0 3 93 

B Pf fc£ = 



ft»7Jl*At : M7A:t ! /l*M7*tJH : ft«7*D t 5* H«: 
ft 7 ^ + A Jt : 

t k □ * -7 ft a 7 * * ym ; »^ac + 7fta7^*^« : 

lat u < »in»ftay 9 D7^ + ^s, 

mn< tt^iaftav 7 Q7Ji*A-ft»7JitJH. 

i»U <tt#I«7i:JH. 

iftu < i*#t»7 x z A,-fta7;u* ;us. 

e a t u <tt#aa»asc5~e*a*a*. 

tae u <tt#tai«S5~eaa*a*-fta7Jv + ^*. ft*?* 

iieu <tt*ia-aica*»*-fta7^*^* 

(taaav 9 □7^ + ^aw*, ia7xz;uaai». i*iia*ft*it§i». i 
asaa 5 ~ e satasfinfl- . 2i*ia-aaa* assume* it i i«su, urti 
e»ca5Er*i«D»f. *#fictt«JtBr«Ec»aa*©taa**)*r^*i?. 
- a3A<b***a» v u tr . i ©-aa*ft****»»r «5 a. 

cttmztx 4 y r z * til . 

5 ~ 6 Aasa&a** u t». g*®*. a*j§(3-£?> ^nsw 
tiji~£ffl©«afli : 5-tst'iaa5~8sa*aa*»ir«ti. ftftfficu. c^'j 
?/• /u a . cx7 ! /:;H. t * * y z ^ a , eyyjU. cn-7:^S, 

a . ^^vjiS, c =5 y y ;u a . f 7 y y Ji/ a . f 7-77/^nsj;^fi:;n 
¥ * *■ ir h ft 3 . 

3<ic?)iiJSii^ts^!8ft>ii3:^ias]<95~6iia»2fflaftUT*7a*aa»^irH 
ti . AftficttWfca^y^tf + y^z^aafrairsjiz. ) . 

[ 0 0 4 0 1 

B' p i a a (<i:y»*ti)BPsas) : 

i/UBSiaa* U7. aT© t o^air «j *i ? = 
ft a 7 ;u * ;H if jh, ^ y?ocii, r f ;i a s y ) , ft a ;/ 9 □ 7 

* + ft«7Ji: + ?i»M7iirt)H. cm-vi/H. f 7 , /nss<i;&f 

7 ! /7 , /US. 
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R 2 #-VE»73;/&-?ifc3»fccaTfllT. 

U7JitJit (^fin, if)H. r/?DCJH. rn*«if) . ft a 5/ 9 □ 7 

A =t= A £ > ft® 7 A □ * 2/ t » ft® 7 A * A S : ft <fc Z< 
R 2 *t yI»75/Jt?ftI»ftCftll7. 

f 7 »/ y a ft ft j: z/ r 7 v 7 v y a ft . 

[ 0 0 41] 

cpiii : 



c8¥S&ft*U7. jsiT®t©#*»r«ift? : 

ft*7* + JH : £ K Dt5'*l7*tJH : t*7AJ 7 * A ft : «y?D7Art* 
A A. JK Z A ft ; ft A 7 A □ * 5/ ft ; ft® 7 A- □ * -> * A- * Z A ft : ft ® 7 A 1= A X A * Z 
AS ; y«7HJH»U^ Ut : -yft«7 A + A7 3S 7 l*ft»7A* 7 -f A 
% : ft <£ U 

E » £ L <tt#l*7i:ll, 

<tt^i»7xzA-o-. 

i«n <l*#I«7xZA-C0-, 
i«U <tt#l»7*ZAfi®7A;D7 U*. 
1 * t U <K#E»7xZAft»7A*Aft. 
1 * t U <tt#t»7xZAft«7AZ]*:/ft. 

i»H<ttifi««aJtB~6fl«t8i-o - (e yy**tftl) . 
i«u <tt#ia*»S5~ea**a*-co - (c^*n«:*i*) 
« * c 

tin <i*#t«sa35~6M«*s»f*7s7* (c y 7^7 $ 1 ft*) 

CB»7xZA*W*. 2t*S&gajg^5~6aft*8ftfiP#ICftit31&ftttl>**tlfc 

»cR*7tisu#. Affttcttflixi*. a □ y y R * ( c 1 . f . Brf) . v 7 7 * 

. IhOi, jftyt, ft«7A+A*. ft® 7 A M7**/4*l, ft* 

& ft ft 7 A n * V * A * Z A ft « ¥ * if S *l Z . 

f fcUSsS 5 ~ 6 lfc*JSft8J# Y U Tl* . S*iS^. 6$*JS* £ fi* & /f 3- # >i 

as. ^7 ! 7:iH, c a * y z a £ . e y v a ft . C'M7:jH, c 7 y z a ft . 
e y *■ y z a ft . e d y 7 : )H . * $ *■ x / y v z a ft . c 7 v» y -v z a ft . cant 
. c 7 v* y a s , f 7 v* y a s . f 7 v 7 v y a s ft & u f x z a ft * 

# * ir «j *i 3 . ) . 
c 0 0 4 2 3 

CI] ICft U 7, X# - N ( R 3 ) -2tt-0-7ifc3* 
3=<9R 2 H7tt, S*7H7U7 t JUI««ft?ft* t<9tf»)§«#J* U 7 # if V, ft? 

a 

[ 0 0 4 3 3 

*fe . C I 3 ICft 1)7 . Xtf-CO-?J)JH0R z V 

Utt. 3 
[ 0 0 4 4 3 

nt 6 3 



[ 0 0 4 5 3 

(1) I»?ti7ii7ej:u»i. mtu <«Eiass*ffl«siXB ( 

n I«rtl7ll7tJ:U75 /Sff»l«iU7?^miJ. 
[ 0 0 4 6 3 
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* . **W<P*tt«*?»>? ft e<» C I ] ICtf I) 7 . CI] 9»3tt<?)-7 7D\^5/;i, 
JStS^TIB^t? 2lSi5>/X - h7>xatftii)n. K7>*I!<?>g'l£ttft&&f3: 

. «fe , ;atiDPPiviiiS}SettmaZ}&?j; , /»*ui). ***>■*. * $ ah <<> § ft ft 

6» C I 3 C» II T . T8E8»*«tt 



[ 0 0 4 8 ] 

ifllCSX^-C0--?J)?ft^^lC^l)T^»2^7>Zft<?)#flttt^Slt?iM. 
[ 0 0 4 9 ] 

*fgBB<9^x))sK ft-**! kshiko-^g) ft t»ifn7, ft&8> 1 1 ] <?> ? v . r 2 # . 
(1 ) ASfi&S;tm)iUR7-}i.ii5]-2i*&s3 i~s*<?)i**t*U7i)Ttj;iiai 

3*7* -5 7 8 £ & BP # # (i) 9 X , -JStO<t*EiS5$;*ft7K*£2l* (i i) $ 

(2) B»t«*#«J3BlRt*l2RI-Xtt««? 1 ~2I<i)i»St*r37$yS?J) 
J itGVttfW * til ( ft » Iff 1 ) . 
[ 0 0 5 0 ] 

£ £ 8!J 9 ft £ 325 P V b 7 . fte»[I]*fcttfiSEfcfc»Sl<5>?"*. R 2 # . 
(1 ) l«rtl7l)7eJ:ll3liC*T l ft-jT«aa*»»»f*T<!) (i) ~ ( i V ) # "5 

(i) S*IX3~7<Z)$SS3Sft7X*S, 
( i i ) & 9 ~ 1 1©-S!5C^ft7K**« 

(i i t) s * jg * > ntJf^-ii&faii/i^^HSiy^^i-zfflQSJS/g^tst'aja 
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(2) S&?tl£72S J 1 <tSfe)#^if « ti Z Ute»S3) . 

[ 0 0 5 2 1 

(1) l*ttl7l»T6J:uaiiC*?»-5T. B«SCI»*». 7il^I, -770^* 

y ji * . c □ y */• z a, £ . fh^/Ht, 7 y * * . fi:*l. f 7 y y a* S . c t 
y y ;m , e ^ 7 t* z & . ?a*'J:*». fju^u:**. cjs 
^:;H, t-7 : /:it, e y y = * * , a - t 1* □ 7 -c e z in . OF!/:*t, 
r/OMJun, fi/cyy*l, CDDcy/At, ; /cf 

DCDDcyyjit, * / y * s . + y yn. tytty:*t- ft * &f c tm 0 

(2) t*?a.fc7§/i|-?ftZfca»#*irmi3 (ltftttI4) . 
[ 0 0 5 3 ] 

(1) I*rti7i)7tj;inat?fti7, staasss*;*, coy/:*!, e ^ y 
v * £ . u*!):JH. cy s /^S. r J $ •/ 

?»> Z # ; * fctt 

(2) i**tife7^/*?»mta»ff*irmi3 (<b £ 8J 3¥ 5 ) . 
[ 0 0 5 4 ] 

Stfc. ftft» [I] ffl<5*';»* UlHbft»8)Jl;7. R 2 #> 

(1) A' St**»«JSK*llZH-*fett*** 1 ~3i(5l«ltSU7U7U 
ujS3*-?9> -s T§8JS5S&fin## . eo'J-/:iH. bVJ^-JH. ^7 : /:JH, c 

yoFUiJU. cddcj^ih, '/tFDCDDcy'/Jis, ft £ c c a * © - bp 

(2) B ' i¥l«»»HS«rtlI[Sl-^tt^«I1~2ffl<i)l«lS-?S«irtL^7$y 

*-?*mta»flf*irmiz ( <b a » s e ) . 

[ 0 0 5 5 ] 

ftft»Cl]*^lltt»E#ftd»Bl. 2. 3. 4 . 5Stt60?^, X»-N 
( R 3 ) -2tt-0-?fc3V?<9R 2 ttffc7-*l7U7£«MI*g^£7iftItta^P# 
* if * tl Z Ut ft » » 7 ) . 
[ 0 0 5 6 ] 

£ fe . fta*[I]ft3l)ttllE*fcG»Rl, 2. 3 . 4. 69? t. X # - C 

0 3 * 3= <?> R 2 # 5« 

[ 0 0 5 7 ] 
[<b 8 ] 




[ 0 0 5 8 ] 

?S7il? (1) B»?ft7U7fcJ:ll«a. -JSfcU<ttEJa5$SS*&*JS&2tt ( 
2) t*rtL7l)T t J: U75 / 3 ftft»»**ir Z (<b£8lB¥8) . 

[ 0 0 5 9 ] 

* . ftft»Cl]*^lltt»Eftftft»»l. 2. 3, 4, 5, 6. ntt89n, 

XS-CO-XR-O-?}) 1 ). A*-CH 2 -7«fcZtt£8ll*; 

A»-CH 2 - -?*>';. R 1 #?K*fi3-7-i?>3 4b£ti>li? 

X»-C0-?Ji'l, A»-CHj -•*$>';, R' ttJKfcl^&Zftfc^P: 
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X»-CO-?Ji'i, AlC-CHi - R'tf****"?*)^. R z »i«?tl7 

UTU I) J9 5$&-?& 2 ft£*S* : 

Xtf-CO-?* 1 ). A*-CHt - R'tf**/**-?*)'/. R z 

7$yg-?5>3ftS*S¥; 

X»-CO-XIJ-0-?Ji'i . A # - S --?&?ftfc*l? : 

X#-CO-Xtt-0-?*>«;. A*-8-?*'/. R 1 #7k*/§i3--?ifo2ftft*?l¥; 

X»-CO-?Ji'J. Atf-8-?*V. R 1 tfJKt/S^-frifcZftS*!**: 

xtf-co-?*) 1 ), A#-s--?<fcy. r 1 i*-? & y . R ! #i»n7ii7 

t <fc I) Ja^3fe?J> 2 ftft« : 

X»-CO-?*V. A*-8-"**V, R 1 # ?K * /l 3- "? ift V > R z #Efc?ftfc73; 10 

yak?*? ft 2v##irmi?. 

t 0 0 6 0 ) 

?iJC$fe, JjOle^SftatoBlCftl)?. lHt^^KU7, 

[ 0 0 6 1 ] 
[ft ? 3 




[ 0 0 6 2 ] 
[ 0 0 6 3 ] 
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* . « » « »ft ft Hi ( # tflJ 3 - 4 7 ) tra^ICSQStlCVCJ;';, £ 5 # * ffl 3 - 
47<?>ftft<tot#3. 

[0157] 

♦ * fll 3-50-3-58 

# stfl) 7 - 5 0 . *fel*#£#J7-5 5>:[B]fljlCU7. £5 #t#J3-50~3-58 
<0 ft ft » t tt 3 . 

[01 60) 

* f ffil 3-57 

4-9 00-2-7 1:^-5 - C'J$ ! />J/^>fillfAlZfl^N-te)"t- 
7ht^JU:A-t^oinS-1. 4--y70\tt> ! /7$>t> # * «J 8 - 4 ? 
VH»CL7> -7 * ? ;U 7 § / C 'J ->* > £ ft T . X9/-^ c 1 a ICTSE?t^3CVlCJ: , ; 
. N-te^t-7h1 : ->Jil'/K:A-t)"a.ns-4 - (B-XK + vamfZ^-Z 

-7Iz 1 '^-4-er , J$yz;^7$/')y7□^ + v;^7§>t^l3. 

C <?> ft ft tSl t . **ffl9-56© ( 1 ) £ & (2) JDiHiCJSItKK^ 1 ). t r 

an s - 4- (5-t;i/3v | J/*^afz^-2-7iz;u-4-c , J5yz;u7$y) y 

90\tH7$)' ( * 5 # £ flJ 3 - 5 7 ) t tt I . 
[01 61) 
#%#J 4 

(1) tfOtnS-4-75/5'70\t7/-IM 0H7h7tFD77>l 50m 
ll5S5fiCh l Jif^7$>1 5m I tJUL. IC2-7DD-5-:FOC l J-7><!>T 
h7tFD77>50m l»«tJK»TiOJtJfe«fc. Sffl? 1 8 *IH» t I . &Bi!ft!ffil 

ic ?x t to *. . 7DD7juuk?fflaitz.»aiat!a*i:fc&7X-?&>#b. » ?x « & 7- k y ^ 

^ 7> ft & ft . »*t*ffB**3. » t5/ , J»y^77yyi*7Z*9nYI-7 ,: 77^ 

- [»|:ifiif*-\tt> (2 : 1) ] ^asncK* 1 ;, ti-o.ns-4- 

(5-II-0-2-C l )7)l'7§y) V90\tt/-il'8. 5 ZHi?. 
[01 62] 

(2) 85 12 (1) ?#mi3fcft»1. 0 7<9790D^^> 1 0m I SifiCh yif/l 
7 $ > 1 • 8 m I tlDit . IC^>>7**:*?D?^F0. 65mlt)X/$TiDXfe 

ft . 1 ■» id » r?.jR*aft»ca*]ii*»»tiD^, ?nn*^/»-pJittr7.a 

G) V * f II * * A, 7 $ K 1 0 m I 8 » C 7 V ft 7" h V 1 L 1 . 3 7 » t JO *. . 5 Ot? 
3 B ! « t3. » » * . &Bilft!»ICffi*]lB:>X)f>8tiO*. Hin?ian. 
ttfli)fit7X, U . h 'J *7 . S8t>Sffg£*3. 

91 t5"Ji7ll-77yyiJ7/A507F777 < - [5S«:ffFBfiXf^-'\ : t : -7-> ( 
1 :5)]-?«Sat3C , i:iC^ , K c i S-4-77F-N- ( 5 - I I- O - 2 - C 'J 7 

) 5'7C]'\ + 5>A'75>7 5 8m*t»J. 
[01 63] 
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(3) 80 12 (2) "?#i;il2itS?» 6 4 0 m?n i ;7i:iUX7<> 7 0 4 m?<!)T 
hnFD77>1 0ml-?KlmlS«tII?2B^* tZ. E.B)B.&®*mmi 
. n t ! ;^ir^77y7iJn?OYI-777< - [*« : Mif y - 

* (1 0 : 1) ] ^fiSfJC^CJ: 1 ;. N - (5-Zt>D-2-C'>» s /^) - c i S - 
1. 4-790\tt7-/7§7 (*5®**«4<lHta») 5 3 1 m f t *t 3 . 
[01641 

#%0J 5 - 1 ~ 5 - 6 

(1) tra.ns-4-te/-t-7h + ! >/JJU:ib7§/770\t7A yj. 
7U 3v ^ - h 6 0 . Of, 7 s Sitt h V 1 L i 0 . I >tyXfJl**l»75F 6 0 0 mL 

c»isu> ? ot?6^iiK r*.«*«e»t*ctt» , .Mxy*-?«iiH*7.tt 10 

s _4_ 7 - > . f; _ N _ (teM-7l-tVn$:Jl) ^D\t ! 7^7§747. 9 
f t *# J . 
[01 65] 

(2) Ki IS (1) -HIUHte» 5 0 0 m>. ^5yn-8t (S3) 1 OOmH 
fh7tFD77>8mLCB»U. ?X * S B S T . Sfi"?1. 5 fH )8t U < « t ? . 

* . * « <57X* 1 2 §iftt 7 . *84&> t icji'imsu. atxamt?. » 

i.*V x )1>'rK9U7 V7?7 4- ( » « : 700 (20 : 1) <5 

90D7K^/,-^'5'7-^-7> : EZ7 7X (1 00 : 1 0 = 1) ) -jfcRtZC^CfcV 
. N-tert-7Ft ! 7H3?:^-ciS-1, 4- ! 770\ ! trt7-> , 7$73 ? 5 20 
m » t » J . 
[01 66] 

(3) SliB(2)?»»Jtl3 1tftl»2. 03-. Z-70D-3-:hDC l J-77l. 63 

* . -V A V 7- 0 C h X f ;i/ 7 $ y 1 . 9 5niL9Z-?DA/-)H OniLlMt. 8 

ot:-?i bk t?. jktjnfc, ifiiH?ttin. 

ttUH«tffla**7K?*»U. SUXSBl/MJ^-J&Sltfc. »ltilSI*tl. as 
t-y'J^iH7DYF777<- ( SjS : 1 UU*)l L<OX 1 UU*)\, L-m&JL? )\, ( 
7 : 1) ) -?*880£. #HHJttfc»<l>X*/-JI'*»«ca«-5' , tf*1f>ta]/t7 
fSfl 8 * ID U . ttm»t^U7. N - (3-ZKD-2-C l J^;b) - c i S 
- 1 , 4-V7D\tt>-77§7 • 2 MBSm (£5 #*«5 - 1 ) 2 . 1 BHSJ 30 

o 

[01 67] 

*J»fll*Hbft»tSU. H*Ct7, *5 #*ffl5-2~6-8<?Ht*»t»Z 

B 

[01 68] 

* % 0J 6-1 
[01 6 ? ] 

[ it 2 6 ] 
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-P^ CH 3 CH 3 



ih£M2) 



£H 3 

fLSM S) H + rf 




J3" 



£H 3 

NBoc I 

U _ _ L 



( P - hjux>xw>i«a) 



H 



H 



(6) 



10 



lt^Mfil 20 
[01 70] 

(1) X« (JP 8 3 - 1 1 8577) IE «!<?>73£lC«£o7. 1. 4--/ifttXCD ( 

4. 5) 7J>-8-HS>l^f*tLDA ( y f -7 >f V 7- □ C ;U 7 $ K ) ft & 
T, il,3- : /RSlirtt. 8 - * ? * - 1 . 4- ! /*tf 7CD (4. 5 ) t* 3 7 
-8-J^7K>BS^f^ ( ± IE 0 <9 ft ft » (1) ) til?. 

[ iftft ft Bfl tt . Rosemit»unom©XK(Ckem. Ber. , 19 7 5^ 
. 551 0 8 1. 1 871-1 8951) fiiCB I oick ^XK (SyntUS i 

5. 1 9 8 1*. 35 8 2 9 S) lE«!<9^^n:«£^7ft5!rUfee<?)tffll)7. ) 

(2) BulE(1)-?*§miZftfttt3. 8 0 ? . 7XB* ft ? h V 0 L 3 . 55?, ^W- 30 
h 1 8 m L . 3V<fe6f7X2 5mLQigftitet2^^intta5At3.>RB)St7K/1iU, 

?o^ji7K-?»fc^ft . »7xai$ t v y L-?&m t, . intxi I* * 2 c * c«t v , 8- 

* f ;U - 1 . 4-y**f 7CD C4. 5)T*3)>-8-»;U7lC>Bl(±sEia«i)ftft!te( 
2) ) 3. 46>t»3. 
C 0 1 7 1 ] 

(3) MIB(2)?#mi3fcft*U6. 1 9 ? . 7* 7 x Z /l> * Z * y ;U 7 7 1 K 2 4 . 5 
1 ? . hyxfAr7S>9. 00>. «J:&hJH>1 6 0 mL988»t 2. 5 (H ;» 
SS ig ft t Z . SfBiStJXi^U. !SftKil7X*^(-yOZ,7XS)fi. ?X3ifJ;^!8ft*^?X-?iJfe 

»». »7xa«7- k y •> u . »s t sasiB £ t z . » mi^ftftuj®^^ f *7 40 

Ch7$H 1 00mLSJSlCte^t-7 , h*5/*yO^9. 55?t)X^T(*^CiD^ 
. $ ? 1 ^ IB tt tJ. JR*«TJK*Cji9 , *UHr3i8ftt W . * * . tt«tJ. 8 
^tl^ftft»<5xKvt F D 7 7 > 1 0 OmLSiSlCP - h-;H>X;i/*>Bl;**]»3 0 
. 8TH)XSI1 OOmLtJlt. fifi?1 6^118 tJ. Bfc*l*t^l-yn 

7X»)S-?s^^. B«rfju?»/ari. raw®? jXi&j^ffifcaj^x »7xa 

tt? h 'J -7^-?ft*tl , »*t JSJEBi L 7 . 4 - t e IT t -7- b * V * TIC - 117 $ / 
-4-Xf A'77D\tt/> ( ± IE El © ft ft tt> (3) ) 1 0. 4 1 ? t *§ 2 . 
[0172] 

(4) HE (8) ?»mi3ftft»1 O. 41?. h y 7 K1= 7 7X * ft * -7 * ? K y ? 

A 1 1. 01?. «(> ! /;i7S> 5. 1 OmL. fiifffift^f l/>1 5 0mL<4>iEft?» 50 
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tll?1 6 * ID tt t 1 . ffifcjKBSjKt/MJ'?/** iS AS 7 & . B¥B$Xf^?ttHl 

1 $ ? 7 . »«J*lfcftft»<S>**y-JH 5mL»»CP-KJlX>7^*>«*Sl«l3 

N-^>-v^-t-4-tei-t-7 , l> : t=3/*^7frz^7§ / - - 1 - y 

9 u\ + ? a,7*y ■ p-i-;vx>7Ji/*>aa(±EH<2Htft» (4) ) 7. 4 9 * t 

41 I . 

CO 1 7 3 1 

(5) »E(4)?»miZttft»1B. 6 3?. I OXA7 ! /9/arI5. 0?, SJ; 
&^?/-A 4 0 0 mL9i8ft»t***lftT (1 8ff) C7 2 4«Bia *2. 10 10 

SflS 5 0mLU-f^ 3 0 0mL<5ilftBJCi8iiU. x-T^Ht7X3Tr<fc^88fe*Ji?X 
7ifc$fc. StTKttBl? h V 1 ^7fc» L . DStaEiSU. t-4-tert-7h + 

vjji7Kz;i7§y-4-^f^-r - 1 -y9o / \*y;i/7ssy ( ± E ei ©ft ft ® (5 

) ) 6 . 87H1Z. 
[0174] 

(6) 10 SB (4) <PIS<5 *t . *«<t?MJ'7A*»»-?«SU. 7DO*;UAtoai 



* t I . * t N 


H - 










JO ( 8 0 : 1 T 3 


: 1 


) ) Ctt * I 


c v: c * ') , N - *t y y ;u 


- c 


- 4 - t e 


r t 


-7" 


h 


* y * h a? z a 7 


$ J 


- 4 - * f ^ 


- r - 1 -•>7D\*-n 


7 $ 


y t»* . 


o i) 


7 C 


ii 


t ± IE ( 5 ) Jl * 


|a]« U 7 . 


o-4-tert-rht 


y * 






- 4 




* f * - i- - 1 - 


5/ 7 


□ \ + 7 


S=> ( ± SB H ® ft » (6 


) ) 


t * I . 








[01 751 


















# * #J 6-2 


















♦ * ffil 6 - 1 © ( 


1 ) 


jS © i s ic ?y 


I) 7 X f )l 3 - V K ICtt X 


7 *( 


> y ^ # * 


y / 


f ;u 






»tt 


. # * #J 6 - 


1 <0 (1)~(5) £ £13: 


( 6 


) * H*c 


U 7 


. t 




4-tert-7 


t- 1= 


V * K 1& - k 


7^/-4-tP DtyiV 


* y 


;i/ - r - 1 


- y 


o □ 


^ 


ty;i7§>**. 


l£ c 


-4-tel- 


t-7"l>*y3?^7KZ^7 


§ / 


- 4 - t I 5 


□ * 






y k - r - i - v 


7 0 


\ * y ;v 7 $ 


y t » z . 












[01 76] 


















$ % , * * « 8 - 


1 G) 


(1) QItCftll7^f*3-'/FC 


VOL 


7 * h * y 


* f 




□ 




13: . 


# * « 6 - 1 


<4>(i)~(5)Ji*feia 


( 6 


) jB >: n tt 


c u 


7 . 


t 


-4-tert- 


7" K 


* y % h a? z 


^7§/-4-p<K + y^ 


f h 


- j- - 1 - 


y ? 


□ \ 


* 


-v ;u 7 § y * c 


- 4 


-teCt- 




- 4 


- * k * y 


^ f 


h - 




- 1 - V 0 □ / \ * 


V )l 


7 $ y 1 4§ I 


• 












[01 77] 


















* % 0J 7 - 1 ~ 


7 - 


1 8 














t-4-teft 


- 7' 


k * y a ;u a? 


: i 7 s y - 4 - ^ f Ji- - 


r - 


1 - y 7 □ 


\ * 


y ;i/ 


7 



5 > ( 1BI E * * « 6 - 1 ® ( 5 ) » «i tL Z ft ft » ) 1- 70?. Z-^DOCy^V 40 
y2. 04?. ! /r/?OC)Hf Jt7§>3. 24mL. »J:2#2-7 , DA/-^1 3 
mL<?)iIftB>t1 2 i»IBlAlAa»r I . >R JS » t ?X 7 # SR U . BfBtX f ;U7ttiti 

t?. «JiH)fit7X?r J; C#88ft^l&7X7E^« . »7X«DI f- y 0 ^ 7ffi« 0 . JS«t*JE 
lit]. IS t^jy*n/»9D7h 797 < - [$i«:BfBtxf;i'-\*7-y ( 
30 : 70 50 : 50) ] 7»ST3. *§mi*.<tfttt>tytf*?y4mLc$ti5ii, 
. 4Nia«-y?fttyiomLtiDt78B|ia« ti.SfBJfitx-T 1 ;!,?*^^. 
^raiaat jr. i-jju^rj. tmti^aatjxcs/pu. ^BS*yt?/*7B8tir 
tt*.*7Dnav*^?ttiiir3. ttiUJSt»7XttBi^h i J'5z*7te«u. » « t a ff b * 

U. 1 - /f^-t-4 - (2 - CnVlJUS; ) - I" - 1 - ! ;7D\t5/l7§> 
(S5<5#te i J 7-1)587m?t4l3. 50 
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[01 781 

tt«H*HtG»tffll). H*C07*5<D**«7-Z~7-5©ftft»t8*. 
[01 7 ? ] 

* £ . c-t-teft-n-tyiJ^iiiJ^-i-^H-r - 1 - v o □ \ t 
-y a* 7 s= > ( « te * * ffl b - 1 © (6) *?»mi*«;ft») »*6»tt»«fHbG»tn 

l). B«CUT. *5©**«7-6~7-?<lHbft»t»3. 
[01 801 

^-1 - V7D\t->)l7S> ( * % 9\ 6 - 2 ) V . J3BilHtft»n«ll. H « C 
U7.*5©7-10~7-183Hbft»t»3. 10 
[01 81] 

* * fll 7-1 9-7-23 

4-te^t-7 , h=t=-V»^7l?Z^7$/-4-^f;i,V?DM : ^y>(#*ffl6-1 

®<b ft » (3) ) * . ** * « *Hb ft » ( 7 $ > <b ft & ) t « K'J7CK*y*IHb*'>* 

t-7ht-ynj;JlS) tl»*tJCVC*';. 2* 5 * » « 7 - 1 9-7-239 

<b ft » t tt 3 . 

[01 82] 

* * fll 8-1-8-4 

(1) 4 - (tect-rh + vJJt^:^?^/) ->?n\ + t;>i 6. 9 3 * V N 20 

- * f H, ^ > V * 7 § > 1 0. 55hnl9^^b^fl/>1 6 0 Hi I SIC MJ 7C h t 
3k *Hb * ■? * 7" K y 1 7 . 0 8 f ? ?X KMb 7 . tl? 1 4 ■» IB IK tZ.&J&HS 

(97 : 3-83 : 1 7) ] ?aiu. ? v>\zn t \ + 
? > c & » U 7 «tJCK?. *c iRU*.e©>;fttittT,N , -'x>v;i,-N-t 
ert-7hty*JK:*-N' -^n-tfotns-i, 4-f7D\tf >y7 
$ y 1 3 . B6»t#I. 

[01831 30 
C 0 ft *M 8 . 5 3njK«^A7V")/*-K*2. 0 0 > * / - AtUBiSifit 

* , N-tert-rh + y^^afzAf-N" -^n-tra.ns-1, 4 - 2/ 9 □ 
'\*-?->5/ , 7$>9. ? 3HIIJ. 

[01 84] 

(2) fliiS (1) JH-»»«Jtl^ftft*»J:»«»lfHtft» t ffl 11 . #t0J 7 

- 1 * (I tt . 2 - 7- □ A / - A f . 5 /n?DCIHf JI,75>(5»tT1 Z^SJlDS 

51 u Tser tt . <m ti Hbft at mK?««iau m y ■> + ft r 2 c * c-fc «; . 

$5«i)#t^J8 - 1~8-4flMbft»t»*. 

[0185] 40 

* * « 9-1-9-45 

t^ans-4 - (tert-7h=t= : /}i^:/i-7$y) -v?D'\*-9-y-,/M0. 0 

Jn-70D-5-:hDC l J ! />7. 3 5 Hf h H F 07 7 > 1 5 0 mLSSC 
6096 7X*^b/h'J'7^2. 04»t»^CttJt, ^SCy-Xy^Z^JS+yKSOmL 

t jd * * « . s » -* i b t J . SBiift»t?xc3ir. ?cmauu^7-»iai*z. *& 

ffttlf K (20 : 1) ] CttU . CC»«Jtlfe»*ttfttlPKXfA»-N*-»->ilft* 

scixu. itJcn. tco.ns-i-tert-7F + y***:*7^/- 

4 - (5-:F0-2-C'J ! /)^f 5/) ! /7 0\tt>1 2. 20*t#3.C©fcft 50 



(37) 



JP 2004 2367 A 2004. 1.8 



• B00fliHl»/-iH 0ml»»ft!C2NitBt--y , tf*?>2ml$>StA];*,. S 
i?l 8^IR *Z.*rffl»t KL.trounS-4-(5-zKD-2-C , >'^^ 

* V ) -> ? □ M= 7 $ > • a«m ( 6 * * W 9 - 1 ) 5 6 8 m>t#Z. 
[01 86] 

* fc . tt»«*fca»t»U. ffllB^[Bl«ICUT, « 6 # * 0J 9-2-9-45© ft ft 
» t tt 1 . 

[01 87] 

# tffJ 9-46-9-47 

tra.ns-4-7^/*/9D\t»/-JHt*1- 00?©7 L h7th'D77>l 0 

car. 9DD*^^?ttflit?. tta»tfia*»*-?ft*u. 

:|f^In-^tt> (i joa^^aD*^©*)"*****^^''' tc 
,x n s - 4 - (2-cy§v:]Utv) y?Q\ty*7^> ( * e # % #J 9 - 4 6 
) 788mHH]. 

[01 88] 

* . W M Hft * » t IB U . »IB*H.*CU7*6 #*«?-47«ftft»t»I. 
[01 89] 

4? * ffil 9-48 

♦ * fll ? - 1 * H * c U 7 . tfans-1 - teM-7l-* : ;J*s:)l'7$y - 4 

- ( 3 - z I- □ - 2 - c y y ^ * -v ) 5/9Cl\**>7»?. Til?. C <SMt ft » 3 . 
35Hl^/-^30rnlSS81t50t?K U . A7 s /n-** ( tt « ) 1 55 
m » . 5ictK7 ; > , >i7Xjft]^i. 6 m I t in X J . jr » » e * t i o «• m m u fe « . 
S'/fDA^-yn-mti 8 5m9-t}iaio. 4o*aai«t?. &i©iifc<t»tt$& 
a? ? a u *. & . ^»»t fici'm? . utiffiiti. ti»/ 

- k - * ( 1 = 1) c j: y » a <t u , ssst «tj:n. tmns-i-tert 
-7H= ! ;}w:^7s/-4 - (8-75/-2-eu^** + 50 y?D\t#> 

2. 68>tlU. oil?. C <9fcft»<l>X * / - 3f* 7*J0 U 7 

u . tcans-4 - C8-7s/-2-eyy** + 50 -> ? □ >\ * v ;u 7 s- > 

• Attn <* 6 #£#J9-48)t#3. 
[01 90] 
♦ % ffl 9-49 

t)-ans-4 - (te)"t-7l«tvn«:it7^/) 5/7D\tt/-i^^f^ 
S«fHba*tHl). 4^%*?J? - 1 >;(Bl«tc5itia-riC>:rcJ:V, tfans-4 - (5 

§ > • a* at ff? . niunte*t*»»* u . sqsu. 9 

i^KlItJCKJ; 1 ). - ft ( * 6 # % 0J 9 - 4 9 ) t tt 3 . 

[0191] 

#£#J 9-50-9-54 

N-tert-7ht!'H*:A-tfCLnS-4- (B-iFtyn*-* - 2- 
^e'J$ : />-4-^ui= ; ;) -;/ 9 □ '\ * -> ;u 7 § > (#£#J9-49ic*Mt 
3jtt«a(ffltt-v*^t>sea)«i<5^ft») 2. 7 5 n^Daji^s omLicss 

=/Xf )l7$>fifiS1 ■ 14?. MJX**75>2. 7 9mLtin7u.5C58#FD 

u . » tvy*y*77vvi?n 

7 h 7 =7 7 , - [|«: \ tt>-7DO*)li* (50 : 50-1 00 : 0) ] ?>Bt 

3 c * c * '/ . N-tei"t-7hf ! ;nat:)l/-tM>.ns-4 - C 5 - x h * 3 
;u a? z » - 2 - ( v * * 1 7 § J > c y $ v y - 4 - a h 1 1 y ) 5/?d\*H7u 



(38) 



JP 2004 2367 A 2004. 1. 8 



2 . 7 4 » t ft 7 . 

CflHfcftftt. &BI - Vtf + -9- > 75152 b TJttftB U *L ft . Sltay^A-J + fcl-, tl" 

* * y ) */ 7 d\* s ; H7^y ( ft 6 ft % #j 9 - 5 o ) t ft 7 . 

[01 923 

*fc.ll!iiEVl5|ftCU7>*6 ft* 0J 9-5 1-9-54 Oft ft ft t ft 7 . 
C 0 1 7 3] 

ft tflj 9 - 5 5 ~ 9 - 5 7 

(1) N-te^t-7 , K*v37^7Kz;u-t^otns-4 - C5-ihty»**:* 

-2 - (y>U7^;) C l J$-7>-4-U^ + V] V7D\*5>^75> ( ft 10 
?-50Cftit*K*»«a»flHbft») 2. 6 7 5 HI9/-JM 5mLICl»U, 

3 N - f V 'J 0 UJKmm. 3 . Z1mLtfI?Jlt. »R * 7 . &$>St 7K? 
#!Rft. 5l>«tiSt#1'e^ « 7 *-?iD% 7 . ttfflUfettftt lb. *?ftl)*ff 

2 - ( * f ;b 7 $ / ) C l A , />-4-U*+y) =/?D\*5/^7S=>2. 0 1 5 
> t ft 7 . 
[01 943 

(2) Mu IB (1 ) ?»UHk6»t»»H7fflll. #*« 1 1 -1 *@ftlCU7JfB 
7 $ > ftft» * £JS? tt 7 . ft >i il 7 ttftft (HHJS) 1 b < *Kay>k?« 
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